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KPATKOE COOBIIEHUE

CHUHTE3 DTUJI-4-APWJI-2-UMWHO-
1-(2-METOKCU®EHWJ)-5-
(2-METOKCU®EHUJIKAPBAMOW)-
6-OKCOTIMTIEPUJIMNH-3-KAPBOKCHJIATOB
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BsaumoneiicTBre apMiIMETHIMAECHIIMAHYKCYCHBIX 3¢hupoB ¢ N, N'-nu(2-MeToKcubeHT) MaTOHOAMUIOM,
cornacHo maHHeiM MK, SIMP 'H, BC crekrpockomniu, MpUBOIUT K 00Opa30OBaHMIO paHee HEM3BECTHBIX
MPOIYKTOB BHYTPUMOJIEKY/ISIPHOI TeTEPOLMKIN3ALNY alIyKTOB peakiinu Muxassns, 3Tuin-4-apui-2-umu-
HO-1-(2-MeTokcudeHm )-5-(2-MeTOKCHU (D EHMIKApOaMOWIT) -6 -OKCOMUITEPUANH - 3-KapOOKCHIIaTOB C BBI-

xomamu 73—90%.

KiroueBbie c10Ba: apyIMeTUIMAEHIMAHYKCYCHBIN 3dup, N, N'-au(2-meTokcudeHna)MaaoHOaMuI, T1-
MEPUINH, peakiust MUxasJisi, peruoceIeKTUBHOCTb, BHYTPUMOJICKYJISIpHAsI TeTepOLMKIM3AIIsT
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ITorck HOBBIX HOCTYIHBIX METOOOB CHHTE3a
MPOMU3BOAHBIX a3areTepoOLUKIIOB, B YACTHOCTU MU-
MepUANHOB, Hau0oJIiee YacTo BCTpevarouxcs dpar-
MEHTOB B COCTaBe IPUPOMHBIX U CHUHTETUYECKMX
OMOJIOTMYECKM aKTUBHBIX BEILECTB, SBJISIETCS aKTy-
ajbHOM 3amayveit [1, 2].

M3 mutepaTypbl M3BECTHBI pPa3IMYHbIE METOIBI
CUHTe3a 3aMEIICHHBIX MUIEePUIUHOB, OIUH U3 HMX
OCHOBaH Ha peakuuy Muxasjis, IPUBOIAIICH K 00-
pPa30BaHUIO MPOMEXYTOYHOIO aIyKTa, CIIOCOOHOIO
IIOIBEPraThCsl  BHYTPUMOJICKYISIPHON — TIe€TepOIK-
JIM3aly ¢ 00pa30BaHMEM MHOTOYMCIICHHBIX TIOJIH-
(byHKIIMOHATIbHO 3aMEILEHHBIX COSMMHEHMI TeTepO-
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IUKImIeckoro crpoennst [3—8]. Panee Hamm Oblia
n3ydeHa peakuuss Muxasisi, B YaCTHOCTH B3auMO-
JEHCTBUE apWIMETWIMIACHIIMAHYKCYCHBIX 3(upoB
C apwiaMuIaMHU alleTOYKCYCHOM KUCIOTBI, a TaKXe
¢ N-apunamunoadupaMyd MaJOHOBOM KHUCIOTHI [9,
10]. B nuteparype Hamu He HaliAeHbl CBeACHUST 00
HCIIOJIb30BaHUM B KayecTBE HyKJIeo(puia TuaMuIoB
MaJIOHOBOI1 KMCITOTEHI.

Hcxoms 13 BBHIIECKAa3aHHOTO, C IIEIbIO ITOIyYe-
HMSI HOBBIX MPOU3BOMHBIX MUIEPUINHA, a TaKXe
IUTSI BBISICHEHUSI PETHOCEIEKTUBHOCTU BHYTPUMOJIE-
KYJISIPHOM LIMKJIU3ALUUM MPOMEXYTOUHOIO anayKTa
Muxasnsi B mpencraBieHHON paboTe M3yYeHO B3a-
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HUMOJCICTBYE apUIMETWINACHIIMAHYKCYCHBIX (U~
poB 1 ¢ N, N'-nu(2-metokcudeHWI)MaJIOHOAMUIOM
(2). IMokazaHo, YTO apUIMETUINACHIMAHYKCYCHbIE
a¢upsl la—c pearnpyroT ¢ MaJOHOAMHUIOM 2 B TIPU-
CYTCTBUU 9KBUMOJILHOTO KOJIMYECTBA TPUATUIIAMUHA
B aOCOJIIOTHOM 3TaHOJE KaK IpU KOMHATHOM TeM-
nepartype, Tak M TpU KUIISYEHWH, TIPUBOIS K 00-
pa3zoBaHMIO, coracHo maHHbeM MK, SIMP 'H, BC
CITIEKTPOCKOTINN, 3TUI-4-apuia-2-uMuUHO-1-(2-Mme-
TOKCU(PeHUN)-5-(2-MmeToKkcudeHunrkapobamo-
WJ1)-6-0KCOMUITEPUAH-3-KapOOKCUIIATOB d4a—c
¢ Beixogamu 73—90%. Hago oTMeTUTh, 4TO IIPU OT-
CYTCTBMM KaTajM3aTopa peakliys KaK Ipyu KOMHAaT-
HOIi TeMreparype, Tak U IIPU KUTISTYEHUN HE UIET.

BoineneHHbIe MOpOOyKTH 4a—c, HECMOTpsS Ha
BO3MOXXHOCTh BHYTPUMOJICKY/ISIPHOM IMKIM3alN
TMPOMEXYTOUHOTO aiiykTa Muxasssa 3 Kak 1o 1yaH-
(IyTh @), TaK U IO 3TOKCHKApOOHMJIBHOI TpYIIIe
(TIyTh 6), CBUAETENBCTBYIOT O PETHOCEIEKTUBHOCTHU
reTepOLMKIN3aly 110 HUTPWIBHOM TpyIire (IyThb @)
COIJIACHO CXeMe.

CiiemyeT OTMETUTD, UTO B JIMTEpaType NpUBEIeH
npumep [11] B3aumoneiicTBUsI 3TUIOBOTO 3(pupa OeH-
SWINICHIMAHYKCYCHOM KUCIIOTBI ¢ OUAMMIOM MO-
HOTHOMAJIOHOBOM KMUCIOTHL. 1o mpomykry peakuyu
YCTaHOBJICHO, YTO B IIPOMEXKYTOYHOM aIIyKTe B peaK-

LMY BHYTPUMOJICKY/ISIDHOM LIMKJIM3ALMY, B OTINYME
OT HAILMX PEe3y/bTATOB, Y4acTBYyeT 0OoJice DJIEKTPO-
(busibHAsT STOKCMKAPOOHWIbHAS TPYIIIIA.

B nonyyeHHbIX HAMU MPOAYKTaX apoOMaTUYECKOe
KOJIbIIO aMUIHOI YaCTH MOJIEKYJIBI CONEPXKUT OPTO-3a-
MecTutelb. ContacHo gaHHbIM SIMP 'H, onydeHHbIe
MPOIYKThI B PACTBOPE HAXOAATCS B BUIE 2 POTAMEPOB
B TIPOIICHTHOM COOTHOIIIeHUH 85:15 (B aKCIieprMeH-
TaJIbHOI YacTH TNPUBEIEHBI CUTHAIbl OCHOBHOI'O PO-
Tamepa).

Bszaumoneiictue APHIMETHIMICHIMAHYKCYCHBIX
acdmpos 1 ¢ N, N'-mu(2-MeToKCH()EHIT)MATIOHOAMUIIOM
(2). Obwas memooduka. PacTBOp SKBUMOJIBHBIX KOJIH-
yecTB (1,5 MMonb) coenuHenuii 1, 2 1 TOA B abcomoT-
HOM 3TaHoJIe OCTABJISUIM ITPY KOMHATHOM TeMIlepaType
B TeueHue 5 mHeil . BbimenmBivecss KpUCTALIBI OT-
(UIBTPOBBLIBAIIN, TIPOMBIBAIA A0COIIOTHBIM 3(HUPOM
1 TIEPEKPUCTAJUTM30BBIBAIM 13 aOCOIIOTHOTO 3TAHOJIA.
[Mocne ynaneHnust u3 punbTpara pacTBopuTeseil ocra-
BaJIach BSI3Kast Macca, U3 KOTOPOil BBIICIUTh KAKOS-JIU-
00 coeMHEeHNE He YIaBaIoCh. AHAJIOTUYHbBIE pe3ybTa-
TbI OBbUTY TTOJTyYEHBI U ITPY KUTITYEHUY B TeUeHMe 6 4.

O1ua-4-(4-xaopdenmn)-2-umuHo- 1-(2-meTokcu-
thennn)-5-(2-meTokcudeHuIKapoaAMONT)-6-0KCOMHU-
nepuaun-3-kapookcunar (4a). Boixon 0.59 r (73%),
Oenble Kpuctaibl, T.I01. 124°C. UK cnektp, v, cM™":
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3312, 3359 (NH), 1737 (COOC), 1701 (CO), 1676
(CON). Criektp IMP 'H, §, m.ni.: 117 1 (3H, J 7.1 Th),
3.85 ¢ (3H, OCH,), 3.92 ¢ (3H, OCH,), 4.07 x (2H,
J 7.1 T, OCH,), 4.23 nx (1H, J 11.8, 4.6 T, CH—
Ar), 4.32 1 (1H, J 4.6 Ti, CH), 4.89 1 (1H, J 11.8 i,
CH), 6.72—6.79 m (1H, C,H,OMe), 6.83—7.07  (5H,
C.H,0Me), 7.28-7.33 M (2H, C,H,Cl) 1 7.39-7.44 m
(2H, C,H,Cl), 7.74 n.1 (1H, J 8.0, 1.5 Tit, C;H,0Me),
8.21 mwn (1H, J 8.0, 1.5 T, C,H,OMe), 9.56 ¢ (1H,
NH), 9.64 ¢ (1H, NH). Criextp IMP BC, §, m.1.: 13.4
(CH,), 41.3 CH, 43.6 CH, 55.4 OCH,, 55.5 OCH,,
55.9 CH, 61.7 OCH,, 110.5 CH, 110.6 CH, 114.9, 119.9
CH, 120.1 CH, 120.8 CH, 121.2 CH, 123.8 CH, 123.9
CH, 126.8, 127.1, 127.8 2CH, 130.0 2CH, 132.9, 134.5,
148.7,148.9, 164.0, 164.1, 164.6. Haiineno, %: C 63.05;
H 5.08; C16.51; N 7.59. C,,H,.CIN O, Brunicriero, %:
C 63.33; H 5.13; C1 6.45; N 7.64.

Otun-4-(4-dpenna)-2-umuno-1-(2-meTokcu-
thenni)-5-(2-mMeTokcudeHuIKapoaMOnI)-6-0KCOMHU-
nepuauH-3-kapookcunar (4b). Boixon 0.69 r (90%),
6enple Kpuctawibl, T.Iu1. 126°C. UK cniektp, v, cM™":
3346 (NH), 1747 (COOC), 1701 (CO), 1665 (CON).
Cnextp AMP 'H, 6, m.i.: 118 T (3H, J 7.1 T, CH,),
3.84 ¢ (3H, OCH,), 3.92 ¢ (3H, OCH,), 4.04 x (2H,
J 7.1 In, OCH,), 4.23 n.x (1H, J 10.9, 4.5 I'u, CH—
Ar), 4.31 n (1H, J 4.5 Tu, CH), 4.91 1 (1H, J 10.9 I,
CH), 6.69—-7.08 M (6H, C.H,OMe), 7.20—7.45 m (2H,
C,H,OMe), 7.39-7.44 m (1H, CH,), 7.71 n.n (2H, J
7.8, 1.4 Tu, CH)), 8.21 n.x (2H, J 7.8, 1.4 Tu, CH)),
9.55¢ (1H, NH), 9.67 ¢ (1H, NH). Criektp IMP "C,
d,m.1., 13.4(CH,),41.6 CH, 44.3 CH, 55.4 OCH,, 55.5
OCH,, 56.1 CH, 61.5 OCH,, 110.5, 110.6, 115.0, 119.9,
120.0, 120.1, 120.8, 121.2, 123.6, 123.8 (2CH), 126.9,
127.1, 127.4, 127.6, 128.4, 135.7, 148.8, 148.9, 164.1,
164.3, 164.8. Haiineno, %: C 65.89; H 5.61; N 8.23.
C,H N.O.. Beruucieno, %: C 67.56; H 5.67; N 8.15.

297729 3767

Ouin-4-(4-aurpodennn)-2-ummuHo- 1-(2-meTok-
cuennn)-5-(2-merokcudenniakapoamoni)-6-okco-
nunepuauH-3-Kkapookcunar (4¢). Beixon 0.63 1 (75%),
Oenple Kpuctamibl, T.I01. 199°C. UK cniektp, v, cM™":
3351 (NH), 1732 (COOC), 1703 (CO), 1601 (CON).
Cnektp AMP 'H, 6, m.ao.: 1.18 T (3H, J 7.1 Tu), 3.85
c(3H,0CH,),3.93¢(3H,0CH,),4.09x (2H, J 7.1 T,
OCH,), 4.31-4.43m (2H, CH), 4.99 n (1H, J 10.7 I,
CH), 6.70—6.76 m (1H, C.H,OMe), 6.83—7.08 m (5H,
C,H,OMe), 7.65-7.70 m (2H, C.H,OMe), 7.73 n.n
(1H,J8.1,1.6,C,H)NO,), 8.17-8.22m (3H, C.H NO,),
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9.62 ¢ (1H, NH), 9.66 ¢ (1H, NH). Cnektp SAMP C,
o, m.1.:13.5 (CH,),41.0 CH, 43,6CH,55.4 OCH,, 55.6
OCH,, 55.7 CH, 61.9 OCH,, 110.4, 110.6, 114.7, 119.9,
120.1, 120.9, 1211, 122.8 (2CH), 123.9, 124.0, 126.7,
127.0, 129.3, 129.7 (2CH), 143.5, 147.0, 148.8, 148.9,
163.8, 164.2. Haiineno, %: C 62.01; H 4.99; N 1.01.
C, H N, O,. Borancneno, %: C 62.14; H 5.03; N 9.99.

297 728" 478"

TeMrieparypnl IIIaBJICHUSI ONpene/icHbl Ha MU-
KpoHarpeBaTteJbHOM cToinke «Boetius» (I'epmanus).
UK cnexrtpsl cHATHI Ha criekTpodotomeTpe «Nicolet
Avatar 330 FT-IR» (CIIIA) B BazeaIMHOBOM Macle,
criektpel IMP 'H u BC — Ha criektpomerpe Varian
«Mercury 300VX» (CIIIA) ¢ paboueit yactoroit 300
u 75 MIix coorBercTBEHHO, B pactBope IMCO-d —
CCl, (1:3), Bayrpernwuii crangapt — TMC. DnemenT-
HbII aHaIM3 BIMOJIHEH Ha pubope Kopiyna—Kou-
moBoii st C u H, u metonom [droma—IIperna mis
N. PactBopuTenu mepen MCMONb30BaHUEM OYMILAIN
MEPETOHKOM, KPUCTAJUIMIECKUE MCXOMHBIC COEMU-
HEHMSI — TIepeKpUCTAIM3alMed W3 ITOIXOISILIETro
PacTBOPUTEIISL.

SAKJIIOYEHHUE

BzanmorneiicTBre 3KBUMOJIBbHBIX KOJIAYECTB apuil-
METWIMIEHIMAHYKCyCHBIX 3¢upoB 1, N, N'-mu(2-me-
ToKcupeHmn)ManoHoamuaa (2) u TOA B abComMmoTHOM
STaHOJIE KaK IIPY KOMHATHOI TeMIieparype, Tak 1 IIpu
KUIISTYCHUU, B PE3YJIbTaTe PerroceIeKTUBHON BHY-
TPUMOJIEKYJISIDHOM  LIMKJIM3ALMA  TTPOMEXYTOUHOTO
ammykTa Muxasysl 10 HUTPWIBHOM TPYIIIe IIPUBOIUAT
K00Opa30BaHMIO paHee HeU3BECTHBIX TUII-4-apyi-2-1-
MUHO-1-(2-MeToKcHbeHnN)-5-(2-MeTOKCU(EHWU-
KapOaMOWJ1)-6-0KCONMUITEPUIMH-3-KapOOKCHIATOB 4.

KOH®JIMKT UHTEPECOB

ABTODBI 3aIBJISIIOT 00 OTCYTCTBUM KOH(JIMKTA UH-
TEPECOB.
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Synthesis of Ethyl-4-aryl-2-imino-1-(2-methoxyphenyl)-5-
(2-methoxyphenylcarbamoyl)-6-oxopiperidine-3-carboxylates

A. Kh. Khachatryan~®*, K. A. Avagyan’, A. A. Sargsyan“, and A. E. Badasyan”
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The reaction of ethyl 3-aryl-2-cyanoprop-2-enoates with N', N3-bis(2-methoxyphenyl)propanediamide
afforded previously unknown products of intramolecular heterocyclization of the primary Michael adducts, ethyl
4-aryl-2-imino-1-(2-methoxyphenyl)-5-[(2-methoxyphenyl)carbamoyl]-6-oxopiperidine-3-carboxylates, in
73—-90% yields. The product structure was determined by IR and NMR ('H, *C) spectroscopy.

Keywords: arylmethylidenecyanoacetic ester, N, N'-di(2-methoxyphenyl)malonoamide, piperidin, Michael
reaction, regioselectivity, intramolecular heterocyclization
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